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~70 < c-cfe«?, j:«9$f*b<i46o t c-efeSo tommi!&fr(box;i£X'<DftiMn. io#~ 

*U<f*10{§S^V>5o x^y^yioitt, S®(^*rL-Cl. 0^S~l. 51H 

mm v^tas-e^smxjsi. 211^1^ fw^^urri, mHtSMi^A' 

&£Tf2®BizMx.Z&Mm<D®mittL,XtZ, 1: 1~3: lT-fe«9, £mXte3:2T* 
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[oo58] mmmm 

go ^mhL-< \tt<D&&tz\tthh<Dmmfam 

[0059] fc*5, 5% (W/W) 7k^*fcl4«»tt<OpH*$8«±i:/i^b^W:. &&&& 

[0060] ^^bsaturti, iMb^^^A, mt*^?^ mwtrhw^ v^m^m 

[0061] y/Hk^ih^Jibr^, «flC*feJc*">fl*» *feJc*>ffl**anitK tr<iW&/w&J** >r 

ESUafife«llOOKJI«tC*rUT, 4~20Sf4g&/5W*LC 8~20SC* 

[0062] *»MoE3Bia^«imW:, &(l)xm£ti£1k&m>l><tt<DM.-iiitliZ:irib<D 
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coo63] mmtvxti. mx.t£. zfwm, =«— ?\ -t^^-zk y 

/Vbf /v, fVTV, Mb7^:/>\ 5**-;*HJ>\ ife^-t/vn— ^ % sglCM*^ 

[0064] a&gtfUfcb-CWu 5iKyf=/VT/V3— /V, ^f/V^n-^, a^/Hr/vn 

— T^t'T^N h^tf^K ■£9^1', i/^y?^ tKn^rt/^otf/M^/kfe/un 

[0065] jt^jtL-as, ^Jx.ii. ^ry^^^v^^ x^ry^^/v^^^, 

[0066] JftSgflfcL-CWu 0!);tJ*, Igft-fcA-n— * % i?9^, 

v^vi^*— ^hy?A % «r^t/v7t— -fb9*^>^**tf s^i*s-e#5o Jft* 

SUO^ii*. EHIia^<»lOOSfilBlc*H^T, 0. l~30fC48&/&s#mX. 1~ 
[0067] ^^JtLTfi. <SBKI*tKn^ri^/ntr/V-feAn— #A*$*t 9 S*f-A'Z&~- 
y^ N ^n^jKif KV, ^T/i^r-^^VWifclX, {gg&gffcKn^^a 

[0068] m&ffltvxtt, m*.t£. =.~m<km, n&==-mk&, #9^/k 3 - 
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[0069] mm&MMtVXtt* =J=«T*, s^yXM, ^#f&, ^##3, 

[0070] ?L>f^J^{4#ffiS^JtL-C{*, #Ux.f^ x'rTV/uhV^S—^TV^, y^V^ 

[0071] mmmmtvxn. tfy^u^yv^—;^. ^ntv^y^— /K $<& 
[0072] mi^t^UTte, MIB#®«l4^jof5d\ 0d*.ri, #yt* ^7^3- /v, Tjfytr 

[0073] ^te^UTte, fliRtf , ^K***, ifrffc^y^A, -^=h-/K y^t>-/H? 

[0074] mmmtvxi-i. mx. \z. y st^it. MMUtt. y^&ifrfe^ 

[0075] ^^JtL-C{i, 0a*.fif % y^/W-^^iA y'ntVW^'O', ^nn^y-^, 

[0076] in.mfcMbi.xte, Mx.&. mmkm.. r^^^m. a -h^y^—^m^m 

lfZ>Z.b&X%Z>o 

[0077] is^m^fi. mm* wm. mmm. uzf^m. ^vzm. hv-?-m. 
m. /^m. v-*>3^M<D£?fj;ftmMtttemimizi-z>^b&x$z> 0 mam 

[0078] n-mmz. ±mm%om<o?*>. mmmrn. t$&m. m^m^m. mtm\. #& 
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[0079] *ftW(Dmmm.f&®<DMmjfmti,xi^ ^<Dmm^rmtmmx^ , m*-\*m 
m*wmttm&\z. mm^^ry-f, m&xrv-?^ wm^y? . mn^ryy, 

mz-z>mmjjm*mmx%z 0 mmzm^(#7kmmti^^xn^x-b. m.#.x 

[0080] BtJ^^^lC3oV^fi > #l;iff 20L*-^-5=¥1f— &m^^XmMM&£Xf 

[oo8i] wm&^^^^^xmMm&xifife&M&mi&i-zM^ 

ftty^tm±mt&m&L.x&<fftm&x^y7'%mMvxh£<, ^<Dm&. fern 

[0082] ^m^mmmm^mmmi-im^ *tm, ^mmizx^^^K M$hf&fr 
tvx* mmf&A\^ ioo/zg7!/siog^i h izim8-5-izfci-zmmfcftrtx®im-t 

[oo83] *&w<Dmmmmz. skwm±mmMt\^xmtbx^mx^. skwm±mm 
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[oo84] *ftw<Dmmmf&®&#cMwm\k\sxm)< ^z>m&, mmtvx, mmtmm 

[0085] *&m<DmMMf&m^ §&l ^-Kit^— - \f Pl#Ste£r^U c-Kit^ 

was, gist, $m&. fus, jmss, 

[0086] ^^^i^tfe^J^S^t^^^b^^^lftPJ-t-S^, ##9§ 

[0087] mm m%}rf&) <omm 

- 7 - * h*-> - 6 - =¥/y ^/vaK^F-lKKoaiat ( 1 ) 
Sl^kP^02/32872^^:7l^;/M-fE*!ctf>. 7x.—A' N— (4- (6-JjsW< 

^;v-7-^h^v'-4-^y!J;v)t^-2-^oD7i=;v)*/wV-h(i7. 5 
g, 37. 7mmol)£rN, N-^^/V*;/VAT5K(350mL) {CgMlU ^^#H5tT 
(-'CKJS^t-v'^n^ 0 nt;VVT5>'(6. 53mL> 94. 25mmol)?rAP^, ^Mt?— Bfe 

*#ufco Krt?*«r*(i. 75D {c*px. % mwi-tzo w mLfc*a*sft**siu-c, tk 

70^C-C50^-ffl^bfc o #ttlfcftig B |lCx?;-;v(300raL)^^., &)3 

12. 91g, 80. 2%)£r#fc 0 
[0088] (SS^J2) 4-(3-^aa-4-(v-^P^°nbVVT5y^7/V^— MT$.S7^S*M 

- 7-^h^v--6 -dryy^/V^^K^Slit (2) 

(l)7aic=-yV N- {2.-?xiKi-4-T£.Yvi5r%/7 zc.=-jV)-ft— h<DM5t 
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MtS3] 



CI 




4-75/-3-^pd7x/- M23. 7g)£:N, N-v ? ^/>*/VAT5K(100mL) 
fcl^liSU tK^T^V^>(23. 4mL)S:iP*.fc#, 20^JUT-C*nn3 ! Ifc7cii=M2 
3. 2mL)^TUfc 0 ^?&tilT305)f^#tf>^ 7k(400mLX @1^ai^/M300mL 
), 6N-HCl(48mL)&an #HUI«r#l*Ufc. 10%A!foJc(200 

'H-NMR Spectrum (CDC1 ) 8 (ppm): 5.12 (lh, br s), 6.75 (1H, dd, J=9.2, 2.8 Hz), 6 

3 

.92 (1H, d, J=2.8 Hz), 7.18-7.28 (4H, m), 7.37-7.43 (2H, m), 7.94 (1H, br s) 
[0089] (2) 1- (2-^na-4-tKD^7x= /V) - 3- v^n^nfcVW^VT^ftBg 



CI 




!7^— /V- N-(2-^nn-4-tKd^ri/73i^k)^7— h£r. N, N-^^ 
/V7}N/VAT5;K(100mL)^^^U, 7k^T^n7 c afcVVT5^(22. 7mL)$riPx, ^ 
ittirC#!HKSl#U;fco 7K(400mL), g^^/KSOOmL), 6N-HCl(55mL)^nx.T 

iSU WW.1t& ! ®>22. 8gSr#fc„ (4-T5/-3-^nt2^3:/— /i^^i&^77%) 
'H-NMR Spectrum (CDC1 ) 6 (ppm): 0.72-0.77 (2H, m), 0.87-0.95 (2H, m), 2.60-2 

3 

.65 (1H, m), 4.89 (1H, br s), 5.60 (1H, br s), 6.71 (1H, dd, J=8.8, 2.8 Hz), 6.88 (1H 
, d, J=2.8 Hz), 7.24-7.30 (1H, br s), 7.90 (1H, d, J=8.8 H) 
[0090] (3)4- (3-^no-4- (i/^nT'nf/VT? 75 /7x/^i/) — 7—* 
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^^Vl^A-Jtc^K (20mL) i', 7-^h^r^-4-^Dn^r7y^-6-^^*^ 
5K(0. 983gh l-(2-^nn-4-tKn^v'7ai— /V)-3->'^n^ p citVk^l^T 

(i. i3g)*3«t^^-fev'^^(2. 7i g )^px., 7ox:iz.x23mmtommwi,tc 0 k 

mi. 56g^r#fCo (HX^88%) 
[0091] (SS*jt0»J3) 4-(3-^OD-4-(^a^ p citVVT5;7^/V#'— fr)7K/7^/*i') 
- 7 - ^h3-> - 6 - 3r J V IK }t<DW& ( 3) 

^#ia^T>S^^^7-7<h^>-4-^nndryy>--6-^^^K(5 
. OOkg, 21. 13molK S?^A'^A^WF-^'K(55. 05kgX l-(2-^on-4-tKn 
^i/y^—SV) -Z-i/fxizfxit'/VVUT (5. 75kg. 25. 35mol)*5j;WJJ^At- 
yh^-v-K(2. 85kg, 25. 35mol)£rJCafcfiiAUt, 20 c CT?30#S# i U ■£ 

<D^, 2. 5WIB*»W~ca*Sr65 , C**C±#**fe. RI!afleTfl9«HHHl#L*:«» 3 
3%(v/v)Ti?R/7k(5. OL) joit^TKdO. 0L)£3. SBfrWaMtTifcTUfco IT 
»T3L 60 < CT'2NfF^S#1^ 33% (v/v) T-trb^Tk (20. 0L)*3iU ? *(40. OL) 

^3lfJE^.5i®3&£:JBV>-C*>&U 33%(v/v)TirR/?k(33. 3L),*(66. 7L)*5j; 
tfT1rh^(50. 0L) TJPI^aSrflSfrUfc. #fe^fcJ(S**3=*/V^«JEftj!ft« 
Srfflwr, 60 < C"C22l*W$fc*ftL, «SI&fk#4S)7. 78kg£#fc 0 (JR*96. 3%) 
[0092] fc*5 N ±ia^jg^!Jl~3-e#^tLfc4- (3-^nn-4- (v-^n^otV^T^y^/V 
7K-/V)T5y^r t 7^^)-7-^h^v'-6-^yy^^^$K(D , H-l^RO>ft:1S 

'K7MSW\ V>T^S^Pi^02/32872^^^^htC|B^, 4- (3-^D 
tz-4- (v^n^nfcVVT$/#/WK— /U) T^y^/^i/) -7-p«HP~>-6— *yjJ 

[0093] [^<0^^tiOfF« 

±ISr|H^(ISI^^-)oSlitj-e^U^4- (3-^nn-4- (v-^n^ntV>T$ 

T$y^^y^'» - 7-y h^> - 6 - dryy^/v^iKK (Ig^x) <d 

^i/x/u&^MmcDm&ic) (^rr^Yj<tv^ 0 )£ % ^r^i^-rioa<D 
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[0094] [M 





5% (W/W) Tfc jg 


M it V>f*>"t7 A(MgO. 


10.63 




11.45 


l J>tt**-+h'J^A(Na 1 HP0 4 .BB*ft^*«^tt) 


9. 26 


<7^>m i-h 1 ) 0 A (Sodium citrate, /J* ^ U M 1* jC £ tt ) 


8. 22 


'J >It * JR - *M A CK 2 HP0 4s ffi 5t It JIH* 5£ £ *± ) 


9.11 


It Ifc^h'J^ A (Sodium acetate, 


8. 46 


^B^7K^^h»J^A(NaHC0 3 ^Qife^^»^#tt) 


8.15 


*&{t^h^A(NaOH.ft3fc|3££4*^&*±) 


13.56 




6.17 


d-^^UZiy^^hXfi - Gluconolactone, BS J?£ it ¥ ft 5* £ tt ) 


2. 40 



[oo95] m^v>wt7km^/^>^j» mMMs w,mt^x.mw^^t) /^/mp-^ 

-^r-y^Owi^lk jgi&^Ac-Di-SoU FMCInternational Inc. )/tKndf'> 

7°otVHr/vn-^(i^^J N iSfi^HPC-L, B*W*l*^%h)/3l4feYSrlO 

/2. 3/3/0. 1 9 (W/W/W/W) (DfiJ-^-eM^-L, ^CO^^^tK^Px.. & 
[0096] mtC^3t^^JfcU-CSft^b^^>l>A(MgO) . fctitrhVP* (Na CO ) , y^H* 

2 3 

^~-^hy^(Na HPO ) % ^oi^^ ^ (Sodium citrate) , y>^7K^~*y!>i=K 

2 4 

(K HPO ) „ fifeWt'f'hWJ*' (Sodium acetate) „ ^g^TRi^r-y^-MNaHCO ) , TK^t 

2 4 3 

-7-r-y?i»(NaOH) % (Glycine) 33 <£ V 6 — ^/V=i/9^K^( 8 -Gluconolacton 

[0097] PMKLfc»fr4fc«:PP?-3.— Zf 2*iZffilOOmg-r<>'bftifU ecTC/open&itf 
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[0098] DS2] 



Additive 


60 °C / open, 1 week 


60°C/75%RH/open, Iweek 


HPLC 

purity (%) 


(%) 


HPLC 
purity (%) 


ft ft A 

(%) 


No additive 


97.0 


0.40 


95.6 


1.63 


MgO 


97.4 


0.08 


97.2 


0.06 


Na 2 C0 3 


97.6 


0.06 


97.3 


0.1 2 


Na 2 HP0 4 


97.5 


0.06 


97.5 


0.08 


(5 - Gluconolactone 


97.9 


0.10 


95.6 


1.68 


Sodium citrate 


97.6 


0.10 


97.6 


0.09 


K 2 HP0 4 


97.4 


0.06 


97.4 


0.08 


Sodium acetate 


97.6 


0.08 


97.4 


0.21 


Glycine 


97.0 


0.1 5 


92.3 


1.38 


NaHCOj 


97.5 


0.1 1 


97.3 


0.1 0 


Na OH 


97.5 


0.06 


97.4 


0.06 



[0099] Sfc, ^tl^tl<D^Mi\:m(D5% (W/W) **tt*fctt»»Jfc©pH£^(»A ( 

[oioo] [Emm^^isiit] 

mvoy2. 5 g . m\^?**svM&i&toM. mmmmm^m io g , d— 
m. m&^pcsmmm.) . mit^mw^m io g% j$A-fe/vn-^(ja^ij % 

^d°p^HPC-L, B*#»(*^*h)3g*lL-^— T* 

|g*MC, ?vX%/]s*vi—X-f-hVVJ*($lW?L ^D P D^Ac-Di-Sol, FMCInterna 
tional Inc. )3g, X7T9>Wtv?*irtMmRM)0. 5g«r»£-gL JT<8»-e*Tft 

[0101] (Jtigfc0tjl) lOmgttzKfb'^^^^G'd- 

MI4feY2. 5g, y^ti^mxjwfr&m&M) lOg, D— <?v=h— fr(MMffl. M 
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mmm) , j&ito&j:m&&&tts ) io g , i^a^n-;* oajgau i&,&£Tif-tr^p 

H101, M^T.MW^.^±)22. 5g, fcKn^^fcVUr/Vn— ^(i^^J, j£ D B B 
£HPC-L, H*W^ttc5S^*t)3g*lL-^-^'«— ^^--ejfi^Ufc. *r<^ 

n—?sfhyVJ*(M^M. M&t&Ac— Di— Sol, FMCInternational Inc. )3g, ^ 
[0102] ^^fe^Jl*5J;TJ ? it^Jl^^Jicov^x, SfcfcttWfc&ffofco ffl&fct, 5<C. 25 

t:*5j;t/4o c c^*j-s^75%RH-e#^3^^ hplc^-c. ^mmmi 

(Mgo) zm&utmm mmm\) hu m&rm^j* (m 8 o) ^gs-a-brv * 

[0103] [*3] 





^ 1 


ft&m 1 


5°C / 3 Months 


0 


0 


25°C / 3 Months 


0 


0.17 


40t-75*RH / 3 Months 


0 


1.58 



ftfltffl :HPLC ^ #1 S ( % ) 



[0104] $e>(c, iMb-^^^A, y^ifcjc*-^-hy^ % &Bfcfc*^y»^*3«fcififcBfc 

[0105] ig®^*^^(FS D P D^AEROSIL(^^)200 % 0 ^T^n>?/^^;^±) 8 
. Omg > D— MJltfMto£lMIHc3;£tt) 52. 5mg, Jtefi-fe/Hi— 
p B a£Tfc*-i?A'PH101 % ^b^X^^tt) 30. Omg, tKo^D^t/Po 
— HPC-L, B#W8*a£?tfc)3. Omg, ^a^/V^n— ^Y^M 
j^nc^Ac — Di — SoU FMCInternational Inc. )5. Omg, y^r/^Wt^rTV/l-i-h 
y?-k(jRS Pharma LP) 1. 5mg, ^K^-T^n— 5. Omg^tp^-fe^^Sr^- 
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[0106] SHfefldw (iMb^^^A, y^Tk^x^-hy^ &Bfcjc***-hy 

[0107] PSSibfc^^3?r^^<'l'T/KC^j200mg-foA^(^^X?rO. 2mg^#-*-5 
), 65t:/75%RH/open(D^#T-ei3lM#U/Co /tf#L-fciB£4fe KtttHiKS: 

•rhv*&&m>$:feim%:&&<. i%<omaA^max<D6m^muto tit 

[olos] ly/wbB&Jfc] 

(3fe6fe#l2) lmgi 

m®>Y24 g tmmm?kwm ifMWsitm. aerosil (g^is^s) 200 

, |3;fcT:iin^/M*5£#th)192g£20L*— 5#t- TiR^gL SfelED— 

=h-/KjB7gak jKfp-f^xifeMc-s^tt) i236 g . #sfi-fe/vi3-^(iaj^ij, m& 

%/V>*u>-Xr)-hy$MltoW&fl* jgjD°n£Ac-Di-Sol, FMCInternational Inc. ) 
120g, y^r^m^TD/U-rhV^J^imnM.JRS Pharma LP) 36g£20L^W7 

ADRY03F42069 YELLOW, B^y^W^.^^^^W.^m^^X^ mM\Z.^ 
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[0109] (HJfe#i|3) lOmg^ 

mmY6o s tm9M7k^m(^Mt^±M. ^&^AERosiL(mmmm) 200 

, 0 *7:nn^M*S£M±) 192g£20L^— /<— 5=¥f— T*?S^, £bl£D— ^ 

/KIRJRW, *5ft'fbfifeXllH*^tt) I200g, SSdHrA-n— ^(jffi^J, M 
i&Tfir/VPHlOl, jfi>fb&X|gt#:5££#:) 720g, fcKo^v^PfcVVir/Vn— ^(Jg 

Jj/Vtxi— X~rhVy~t*0$MM. FSp^Ac-Di-SoU FMCInternational Inc. ) 
120g, y-^^m^TV/^hV^J^im^KM. JRS Pharma LP) 36g^r20L^^9 

fc„ £(bizmm=>— T^?mx\ ^>-^&£ltio%^r9^^o~(op 

ADRY03F42069 YELLOW, B^^^sS^^Tk^^fflV^T, SfeMl^ 
[0110] (2life#tj4) lOOmg^ 

m*Y3i. 4etmwm^^m(yMtm±m. ^ d b d^aerosil(^m^)2 

Bft***/V^!>A(|a^Rj, ttft^^Xllttc^tt) 40. lg, tefiifegfcKn*^ 
nfcT/l^/MJ-;*Gfrgtf!K (Sjo°d£L-HPC(LH-21\ fi^b^X^^^^t) 10 
g, fcKn^r^nf/V-fe/Vtz— (i^^J, iSfp^HPC-L. B ^Witt^^B:) 3g 

oL FMCInternational Inc. ) lOg, y^/Xj^TTVA^YytrMttftM* JRS Ph 
arma LP)l. 5gS:fi^«, *T*&Htt?i!UEU ltefcfc9»«*4OOmg<0«#J*#;fc 

o 

[0111] (i^iS£0»j2) lOOmggg 
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lg, {gg^tKo^^nfcVV-t/Vct— ^d b d^L-HPC(LH-21), is 
mit^T.m^^.^±) lOg, fcKn^^ofcVUr^o— *(^#.k iSa^HPC- 

^^jift^pb^Y^^-r^it^^/c. z.<Dmnm*mTmmm (6o<c) 

— ^hy^dK^J, fgjn^Ac-Di-Sol, FMCInternational Inc. ) lOg. ~7 
^m^TV^hV^MmViM, JRS Pharma LP)1. 5g£?S£1&, m^-CM 
I6U l^fefc«9^K4400mg<^^J^#fc„ 
[0112] (^Jfe#!l5) 100mgig:i|g®4ffi7tc^-)'^8% 

ntVUr/Hn— ^(j^^J % j3j D B D^L-HPC(LH-2lX ft M^^X^^tfc) 10 
*#^^tt)2g^5>m$^^7K^^/-/v^ig*^PL^igco^^ 

£Ac-Di-Sol, FMCInternational Inc. )5g, ^-^/^^Ty/^hy^AC^f 
JRS Pharma LP) 1. 5g£r^m, fi"IS^-C®i^bl^fefcOi^«*400mg 

[0113] (mi&M6) 100mg^:i|gK^*^^6% 

ift***/i^^(ja^w. mjftj'fb#xm«c^4fc)44. lg, iae^stKn^^ 

otVUr/VO— ^(i^^J. ^ n c pi&L-HPC(LH-21), ftifiMfc^XKIttc^tt) 10 

^W^^tt)2g^^t!i:$^M7K^^y-/i-^jift^0L^I6njo^^r 
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iSAc-Di-SoU FMCInternational Inc. )5g, 

JRS Pharma LP) 1. 5gfrft6*L fl*tt«"T?»W£Ul«*>fc9l8Sffi:400mg 

[0114] (mi&M7) 100msm-MWU^4m4% 

»tr /l^fe/Wn— * 01*^*1, ig)<S£L-HPC(LH-2lX (t*Mb^X|ia*^tfc) 10 

ifeAc-Di-SoU FMCInternational Inc. )5g, y-^/UWt^T])/^h])^M^ 
W9k JRS Pharma LP) 1. 5g£riOg-&. »^^KttLl«ifc;/fc«J*fcflr*400mg 

[0115] W±O^M€r/Bv>TWTO#8sKJ:!!), ft^WlftfcitfigfflWIftSrfTofc. 
«*#f*ifc) 

S^J^^tf^CAtk ^iiHi^Lfc**, 5^, 60 < C75%RH, 40^75% (RH 
) , *fcf430 < C65% (RH) "C{Jp:#U5: 0 

(*gmi*&) 

o Um.W.:0. lmol/L^@?^900mL o l3tE&: 50rpm o &9lWLm&3TC 
[0116] (ftftftll) 

S^ife^2^J:^^30^J%ffiVNTi!ji#^(^^K3^)^^«BL^ f 
-<TW^ife^J^OV>-C, 5^, 30t:65%(RH), 40^75% (RH)V^-fnoi*#^ 
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[0117] mmm) 

mi&m4*$£Tfitmm2xmbntzmm&6ox;75% (rh) -e7 0 na{£#u 

[0118] OK0fc0!|3) 

H»j5~^iife0ij7-e#btbfc^J?r6O^C75% (RH)-C7 0 R|«#U 

SE^, 16mg~32mg-C« > &1fcM2<D£?temMmm*&&£^b&mm£tl 
fto Git. ««*S*^ift32ingE#bfcHifi«f!l5tt, fiM&grt>i5£^MUea> 
ofc 0 

[0119] W_h^m^^, yyHkBSih^J^4~8%^^n*-e^p-r5ri:(e:J;0, 

[0120] (Jttfc0d3) 25mggg 

m*Y7. 85g{CD—^>=h— ^(JKftMH* ;fc^fcfifcX3M*5£^|±) 22. 4g, m 

ft-fe/Ha— ^ (JRJIMIJ, ^.a^Tfir/WPHlOl. Jfl'fbfifeXMIttc^tt) 15. Og. t 

Di-SoUFMCInternationallnc. )2. 5g, :7^/Vgg;*^Ty/W-hy£.M?&*R£<J 
% JRS Pharma LP)0. 8g^t, tt^m^M^Ll££fcfc9ij&Se:i;200mgCD$5£ 
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[0121] (m&M8) 25mgm-M9iM7k^mi2% 

^Ttf-fe/VPHlOl, jl&lb&X|i#:5£^tt)15. Og, tKn^r v-^afcVV-fe/Va— X ( 

?vX%/U?ixi—X-rhV 1 ?J»(}$Mffl. jgji££Ac-Di-Sol, FMCInternation 
al Inc. )2. 5g, y^/^^TV^hV^J^i^VlM, JRS Pharma LP)0. 8g£r 

, «-|£«8-e«{^Ul^fcfc9i^©S200mgO^J«r#fCo 

[0122] (£516099) 25mg^:@W4ffi7k^®f20% 

00, B *7iD^;H*^tt) lOg&lL*— a*— 5*t- X*m&&. £biCD— 
-h-zKiSMJ, ^?P^b^X^^tt) 12. 4g, ^^ B ir/H3-^(ia^J, 
^Tt'ir/VPHIOI, A&'fbf&Xlgtfc^^tfc) 15. Og, fcKa^S^ofcVWz/Vci— 

Ul, ^p^/V^n-^fHI^A^ii, j&MAc-Di-Sol, FMCInternation 
al Inc. )2. 5g, ^^Hg^Ty/W-WpA (»JR3!U JRS Pharma LP)0. 8gSr 

[0123] (^ife^llO) 25mgte:«ff*l*^>flft8%,»^-r^^A3% 

3KG&Y15. 7gt«R«SI*^r>fift(^HkB&Ji:#J. iSfi£AEROSIL(S«jffi;BD2 
00, 0*T^n^/^^%h)8g^lL^-^N°-5^— T*^#, Sfefc, 

>/^^(^^b^j, *B»aittc^tt)3g, D-^>-=h-/Kia^j, mmfc 

fiScXH^^tt) 33. 8g, HSfi-fe/Wn— X(ffl&ffls iSS^Tf-fe/VPHlOl, Jil-ffc 



WO 2006/030826 34 PCT/JP2005/016941 

t&mM, i^o^Ac-Di-SoU FMCInternational Inc. )5g, 7^^t^rT})^ 

•rhv^Mmnm.jRs Pharma lp)i. 5 S zm&&, nmmxmm^imhtzm 

{C*200mg£>gg#J£#fc o 

[0124] (mmmii) 25m&m:mnu^^m8%,v^m7kmr.-f-hv^5% 

00, H^T^n^^^±)4g^lL^-^'?-5^— y^gfe* 

^-•^-hy^C^^^J, K^b#^^)2. sg.D—r^h-^Kia^J.^: 

^hy!>A(^^J. jSj&^Ac-Di-SoU FMCInternational Inc. )2. 5g, :7-v 
/^m^TV^hV^MmnnU JRS Pharma LP)0. 8g£2g<£-^ fT^TrM 
^Ll^fcfc9ii®M*200mgO^J£#*: 0 
[0125] (Hife«S|12) 25mg|g:il*^^^p^)8% 

101 % jia{bfifeX^^%h) 15. Og, tKo^^otVv-fe/VD— , jgj,Fp£ 

HPC-L, B^Witflc^ttH. 5g^Px.Tjg^bfc 0 ^om,«SI*^y-/^ 

mmm^m&Y&^ttmiLmzmzo ^<Dmmvo&m#:&m& (60*0 t-^ 

film, /J^*fc°-K$/>£JSV^T!E*fcU J®&&#fc<> rwitittlc, ^a^/M 
^hDV^iffiMM. ^ D B D^Ac-Di-SoK FMCInternational Inc. )2. 5g 
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, 7^mx^rTVfr-tbVVMmnMs JRS Pharma LP)0. 8g£2a£-^ tt*m 

-c»tttbngfcfc0ittw*2oomg©iesus^fco 

[0126] (HWJ13) 25mg^:>^-r^yV^A8% 

£U, m?MfcfifclS!#5££*fc) 18. 4g, Jfefi-feyna— ^(JRJ^RI, jSp^Tfc* ir/VPH 
101. te'fb^XH^^tt) 15. Og. fcKn^^ntr^-fe/Ha— 

hpc-l, H>icw*t*^:#tt)i. 5g&mz.xm&ut 0 : t(D^m7k3Lfis—/i'$: 

;^hy£7.A(#yg£!K Sd b d^Ac- Di — SoU FMCInternational Inc. )2. 5g 
, ^^/^^ry^hy^AC^^J, JRS Pharma LP)0. 8g&m-&&. tt&m 

coi27] sx±.(omm%m^x, B^mm^m-tmmizmM^m^x^mmum^n^tc 
[0128] imt] 
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[0133] m5RTf6iZ.io\,^X, Ub&Voibte. 4- (3-^an-4- (J/fxizfn&VT^SXsV 
t$^;1>) TZS7^S*~» -7-*b*">-6- *;\>ls%/M&W%Y (M^X) <D*?ls 
^v^m&(D^B (C) r*y<K9>f>f3in— j fcW:, fcKn^s^nlf/l^/V 

t;Un- Tfvdt — /V6000 (^^48000) , SMb^S'* H-feHZl^ 
te0*-fc*V?;i'l56.O%, 28.0%, 10.0%, 4.0%*5«J;U ? 2.0%BS'^(W/W%)bfc^V$5/^J!^ 

^Atixm^, timbre* nhtitc.mm^^^^n^zx^>mhm^/^ 

[0135] lOOmg^fi^T^&^iO^itbfCo »fb^^'>^A % *H*y^|ft7K* 

[oi36] *&w<D&mmi&mx&fem^^ztb, mm±#mx2bz> 0 
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[1] 



(0 5% (w/w) *^*fefi?g®^pH^8^±i3fc5>fb^> *sJ:tf/*fcH: 

(ii) 8«>L< tt*©:!fi3fctt*ixk<0»»Elto«lfc 




(1) 



[2] 



[3] 



[4] 



[5] 



(i) 5% (W/W) 7K^*^OT^WpH^8^±i^^^{±, gKb-^^v- 
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[7] M&Jf&fttK 4- (3-^on-4- (^CT7°nt;Vvr57^/^— /V)T$7^^7dr 

v-) - 7-^h^-6-^yy:/#/]^>i^K<^^ 

[9] 4- (3_^ DO _4_ (^n^ntVVT5/^/^-/V)T5/^^/# 

- 7-^h^^-6-^/y^/V^>^KO^^/V^^±tOg^^?P^)0^ 

[10] 4- (3-i7na-4- (i/^tt:/nfcVVT5/#;v#'— )V)T%J7^S*i/) -7-?h*c 

03^^(2 0 ±0. 2° )9. 65° ^7^18. 37° {ClHlWt 0 -^^^^ ( 

A) -Cfc5M*3g6fB«Og^a^^o 
[11] 4- (3-^no-4- (v-^a^atVWT^y^/^— /V) ^^/^v-) -7-^Hr 

iy-6-^yy^/^w$K^^^/v*^itoi^^^ N ^^odliiitfrK*^ 

t\ m$TMm(2 6 ±0. 2° )5. 72° *5j;Ufl3. 84° (ClUifrt: 0 — ?&^}-rZ>M;Mi (B 
[12] 4- (3-^nn-4- (i/^a^ p ntVWT^y^//V^^)T57>'3:/^rv') -7-^H¥ 

x. mifrMm(2e ±0. 2 0 )i4. 20 0 *5j;t/i7. 59 0 ^m^ffc o -^sr^-r?.^ B ( 

[13] 4- (3-^pp-4- (i/^n^atVVT?;/^/^— ^)T5/^^/ : ¥v') -7-^Me 

^-6-^yy>-^/v^^$K^i?^/v*^^7K?p^^H^/5 s , s^^xMIhi 

^{C*3V^-C, 0^^(2 0 ±0. 2° )8. 02° *3j:U?18. 14° i£[H#Tfc 0 — ^Sr^f 
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**$ a (f) -e&z>m#nM7mm<D mmmma a 

[Hl^f{Ci3V^-C, mVTM&(26 ±0. 2° )9. 36° *5itPl2. 40° mHUrfc?— 

«&*Xi^|Hl*f t-33V ^C, [H^S(2 0 ±0. 2° )9. 65° *3J;t^l8. 37° ^tal^f 
t°—?Z&'tZ>$gM l (A) fl*. 4- (3-^pd-4- (^n^ntVVT^y^/VjK— /V) 

|&5|aQlftlHl0rfc*5Vvr, 0^^(2 6 ±0. 2° )9. 65° #£1*18. 37° t^tsfiFf 
V—P^-tZlfcMi (A) 4- (3-^po-4- {Z/?w7tt°?\'T%;i)/VT$~;V) 

i^^Xi^lHl^f^ioV^, lHliff^^(2 0 ±0. 2° )5. 72° #£^13.84° Miff 
?%ft~i-Z>1&Mi (B) dS, 4- (3-^nn-4- (i/^n^nfcVVT^y^/Vfe/V) 

^*Xj^IU^f^*3V>T, (U^^(2 0 ±0. 2° )14. 20° $>£Xfl7. 59° (CEJ 
tftK'—f&iTtZl&Mi (C) 4- (3-^od-4- (v-^n^ntVVT^y^/^-/^ 
) T57^^7^» - 7 -^h^rv- - 6 - =3r/ y ^/^^f-^K^^^^^^^CD 

^12lE^OE^m^ 0 

ffi$CXm\BlVrl£io\,^X. 0^^(2 0 ±0. 2° )14. 20° 23<£tFl7. 59° UHU 
#rfc°— f&^-rZlfeMi (C) 4- (3-^dd-4- (^o^atVVT?:/^^-^ 
) T^/^^y^r^) - 7-> h^rv"- 6 - y ^/V^^f f"5F6Dy^>-^/^^^(D 
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n^fcxmmtit f-^v ^x, m$t-%&(2d ±0. 2 0 H4. 20 0 3sxzn7. 59° \zm 

$Xt°—?%mirZ>&Mi (C) 4- (3-^00-4- {*/9xr?xt\iA'T$/1lM!£~A' 
i^*Xi^Iel5f(C*3V^, [HtJr^$f(2 0 ±0. 2° )14. 20° fc^l7. 59° Km 

l^fc 0 — ^£^5^(1 (c) d5 s 4- ( 3 _^ n n_ 4 _ (^o7°otVVT5:y^/^=^ 

) 37^/ *cis) - 7 - p< h^r - 6 - ^r/y K©^y^*y|tt© 

»*X3(*ia*r{C53V ^T, m$tftm(2 6 ±0. 2° )8. 02° *5,fctfl8. 14° t'tUiff 

(F) j&S, 4- (3-^nn-4- (^n:/DfcVVT5y#/l^-/V) T 

»5|QCl6lHli>ftC*5V vT, m$Tft&(2e ±0. 2° )9. 36° *5iU?12. 40° KHUtfr 
^Sr^S^ (I) 4- (3-^po-4- (^a^ntVVT57^/V^/V)T 

^y^aiydrv') -7-^h^-6-^yy^/v^-y-5K, g^^iu^^x/v*^ 
7^y^^)-7-yh^iy-6-^yyv^v^^5K1 ) b<{i^r(D^*fefi^:tbbcD 
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(1) 



[25] TIE^(1)-C^$tb54- (3-^nn-4- (v-^n^atVVT^/^/V^— /V)T5:/ 
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[01] 
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